IN THE CLAIMS: 

Please cancel claims 22-53 and 55-69 without prejudice to further prosecution in a continuation, 
continuation-in-part, divisional or other related application. These claims are cancelled solely in response to 
the Examiner's Restriction; and their cancellation is in no way an admission that the inventions defined 
thereby are not patentable. 

For the Examiner's reference, the pending claims are attached hereto as Appendix A. A computer- 
generated comparison of the claim amendments is attached hereto as Appendix B. 

REMARKS 

Reconsideration of the restrictions set forth in the Office Action mailed February 2, 2001, is respectfully 
requested. 

The Applicants note that the claims of Groups III (claims 56 and 57), V (claims 60 and 61), and VII 
(claims 64-66) are defined by the compounds recited in claim 1. The Applicants respectfully submit that 
the determination of patentability of these additional Groups can be made in conjunction with the 
examination of the claims of the elected Group I without significant additional effort by the Examiner. The 
Applicants therefore respectfully request that the restriction of Groups III, V, and VII be removed and 
claims 56, 57, 60, 61, and 64-66 be combined with the claims of Group I. 

CONCLUSION 

In view of the foregoing, it is respectfully submitted that the above-identified patent application is in 
condition for allowance. A Notice of Allowance is therefore respectfully requested. 



/ 
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The Examiner is encouraged to contact the undersigned at the telephone number or e-mail address 
provided below to resolve any remaining questions or issues. 



David P. Lentini 

CHIRON CORPORATION 

4560 Horton Street, M/S R440 

Emeryville, CA 94608-2916 

Tel.: (5 10) 923-2706 

Fax: (510) 655-3542 

E-mail: david lentini7%cc.chiron.com 



Respectfully submitted, 



CfflRON CORPORATION 




David P. Lentini 
Registration No. 33,944 
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1. A compound having a formula selected from the group consisting of: 



R 2 



R, 



R 



N-N 



N-N 



\ 



/ 
R4 



R4 



and 



and their pharmaceutical ly acceptable salts, wherein: 

Rj and R 3 are selected independently from the group consisting of optionally substituted 
loweralkyl, aryl, heteroaryl, cycloalkyl, cycloheteroalkyl. aralkyl, heteroaralkyl, (cycloalkyl)alkyl, 
and (cycloheteroalkyl)alkyl; 

R 2 is selected from the group consisting of hydrogen, halo, cyano, nitro, thio, amino, carboxyl, 
formyl, and optionally substituted loweralkyl, loweralkylcarbonyloxy, arylcarbonyloxy, 
heteroarylcarbonyloxy, cycloalkylcarbonyloxy, cycloheteroalkylcarbonyloxy, aralkycarbonyloxy, 
heteroaralkylcarbonyloxy, (cycloalkyl)alkylcarbonyloxy, (cycloheteroalkyl)alkylcarbonyloxy, 
loweralkylcarbonyl, arylcarbonyl, heteroarylcarbonyl, cycloalkylcarbonyl, 
cycloheteroalkylcarbonyl, aralkycarbonyl, heteroaralkylcarbonyl, (cycloalkyl)alkylcarbonyl, 
(cycloheteroalkyl)alkylcarbonyl, loweralkylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, heteroaralkylaminocarbonyl, 
cycloalkylaminocarbonyl, (cycloalkyl)alkylaminocarbonyl, cycloheteroalkylaminocarbonyl, 
(cycloheteroalkyl)alkylaminocarbonyl, loweralkylcarbonylamino, arylcarbonylamino, 
heteroarylcarbonylamino, cycloalkylcarbonylamino, cycloheteroalkylcarbonylamino, 
aralkylcarbonylamino, heteroaralkylcarbonylamino, (cycloalkyl)alkylcarbonylamino, 
(cycloheteroalkyl)alkylcarbonylamino, loweralkylamino, arylamino, aralkylamino, 
heteroarylamino, heteroaralkylamino, loweralkylsulfonyl, arylsulfonyl, heteroarylsulfonyl, 
cycloalkylsulfonyl, cycloheteroalkylsulfonyl, aralkylsulfonyl, heteroaralkylsulfonyl, 
(cycloalkyl)alkylsulfonyl, (cycloheteroalkyl)alkylsulfonyl, loweralkylsulfinyl, arylsulfinyl, 
heteroarylsulfinyl, cycloalkylsulfinyl, cycloheteroalkylsulfinyl, aralkylsulfinyl, 
heteroaralkylsulfinyl, (cycloalkyl)alkylsulfinyl, (cycloheteroalkyl)alkylsulfinyl, loweralkyloxy, 
aryloxy, heteroaryloxy, cycloalkyloxy, cycloheteroalkyloxy, aralkyloxy, heteroaralkyloxy, 
(cycloalkyl)alkyloxy, and (cycloheteroalkyl)alkyloxy, loweralkylthio, arylthio, heteroarylthio, 
cycloalkylthio, cycloheteroalkylthio, aralkylthio, heteroaralkylthio, (cycloalkyl)alkylthio, 
(cycloheteroalkyl)alkylthio, loweralkylthiocarbonyl, arylthiocarbonyl, heteroarylthiocarbonyl, 
cycloalkylthiocarbonyl, cycloheteroalkylthiocarbonyl, aralkythiocarbonyloxythiocarbonyl, 
heteroaralkylthiocarbonyl, (cycloalkyl)alkylthiocarbonyl, (cycloheteroalkyl)alkylthiocarbonyl, 



Chiron Docket No.: 1534.004 
Serial No.: 09/369,747 
Page 4 of 21 




Appendix B 



# 



loweralkyloxycarbonyl, aryloxycarbonyi, heteroaryloxycarbonyl, cycloalkyloxycarbonyl, 
cycloheteroalkyloxycarbonyl, aralkyoxycarbonyloxloxycarbonyl, heteroaralkyloxycarbonyl, 
(cycloalkyl)alkyloxycarbonyl, (cycloheteroalkyl)alkyloxycarbonyl, iminoloweralkyl, 
iminocycloalkyl, iminocycloheteroalkyl, iminoaraikyl, iminoheteroaralkyl, (cycloalkyl)iminoalkyl, 
(cycloheteroalkyl)iminoalkyl, (cycloiminoalkyl)alkyl, (cycloiminoheteroalkyl)alkyl, 
oximinoloweralkyl, oximinocycloalkyl, oximinocycloheteroaikyl, oximinoaralkyl, 
oximinoheteroaralkyl, (cycloalkyl)oximinoalkyl, (cyclooximinoalkyl)alkyl, 
(cyclooximinoheteroalkyl)alkyl, and (cycloheteroalkyl)oximinoalkyl; and 

R4 is selected from the group consisting of hydrogen, carboxyl, formyl, and optionally substituted 
loweralkyl, aryl, aralkyl, heteroaryl, heteroaralkyl, cycloalkyl, cycloheteroalkyl, 
loweralkylcarbonyl, arylcarbonyl, heteroarylcarbonyl, cycloalkylcarbonyl, 
cycloheteroalkylcarbonyl, aralkycarbonyl, heteroaralkylcarbonyl, (cycloalkyl)alkylcarbonyl, 
(cycloheteroalkyl)alkylcarbonyl, loweralkylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, heteroaralkylaminocarbonyl, 
cycloalkylaminocarbonyl, (cydoalkyl)alkylaminocarbonyl, cycloheteroalkylaminocarbonyl, 
(cycloheteroalkyl)alkylaminocarbonyl, loweralkylsulfonyl, arylsulfonyl, heteroarylsulfonyl, 
cycloalkylsulfonyl, cycloheteroalkylsulfonyl, aralkylsulfonyl, heteroaralkylsulfonyl, 
(cycloalkyl)alkylsulfonyl, (cycloheteroalkyl)alkylsulfonyl, loweralkylsulfinyl, arylsulfinyl, 
heteroarylsulfinyl, cycloalkylsulfinyl, cycloheteroalkylsulfinyl, aralkylsulfinyl, 
heteroaralkylsulfinyl, (cycloalkyl)alkylsulfinyl, (cycloheteroalkyl)alkylsulfinyl, arylthiocarbonyl, 
heteroarylthiocarbonyl, cycloalkylthiocarbonyl, cycloheteroalkylthiocarbonyl, 
aralkythiocarbonyloxythiocarbonyl, heteroaralkylthiocarbonyl, (cycloalkyl)alkylthiocarbonyl, 
(cycloheteroalkyl)alkylthiocarbonyl, loweralkyloxycarbonyl, aryloxycarbonyi, 
heteroaryloxycarbonyl, cycloalkyloxycarbonyl, cycloheteroalkyloxycarbonyl, 
aralkyoxycarbonyloxloxycarbonyl, heteroaralkyloxycarbonyl, (cycloalkyl)alkyloxycarbonyl, 
(cycloheteroalkyl)alkyloxycarbonyl, carboxamidino, loweralkylcarboxamidino, 
arylcarboxamidino, aralkylcarboxamidino, heteroarylcarboxamidino, heteroaralkylcarboxamidino, 
cycloalkylcarboxamidino, cycloheteroalkylcarboxamindino. 

2. The compound of claim 1, wherein Rj and R 3 are selected independently from the group consisting of 
optionally substituted cycloalkyl, cycloheteroalkyl, (cycloalkyl)alkyl, and (cycloheteroalkyl)alkyl. 

3. The compound of claim 1, wherein R { and R 3 are selected independently from the group consisting of 
optionally substituted aryl, heteroaryl, aralkyl, and heteroaralkyl. 

4. The compound of claim 3, wherein R! and R 3 are selected independently from the group consisting of 
optionally substituted heteroaryl and heteroaralkyl. 
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5. The compound of claim 3, wherein Ri and R 3 are selected independently from the group consisting of 
optionally substituted aryl and aralkyl. 

6. The compound of claim 5, wherein at least one of and R 3 is substituted with at least one hydroxyl, 
alkyloxy, aryloxy, thio, alkylthio, or arylthio group. 

7. The compound of claim 6, wherein at least one of Ri and R 3 is selected independently from the group 
consisting of phenyl, phenyloxyioweralkyl, and phenylloweralkyl. 

8. The compound of claim 7, wherein at least one of R t and R 3 is substituted optionally with a substituent 
selected from the group consisting of halogen, nitro, cyano, loweralkyl, halolowerlalkyl, 
loweralkyloxy, haloloweralkyloxy, carboxy, loweralkyloxycarbonyi, aryloxycarbonyl, 
(cycloloweralkyl)oxycarbonyl, aralkyloxycarbonyl, heteroaryloxycarbonyl, heteroaralkyloxycarbonyl, 
(heterocycloloweralkyl)oxycarbonyl, loweralkylsulfinyl, loweralkylsulfonyl, loweralkylthio, arylthio, 
loweralkylcarbonyloxy, arylcarbonyloxy, aralkylcarbonyloxy, heteroarylcarbonyloxy, 
heteroaralkylcarbonyloxy, (cycloloweralkyl)carbonyloxy, alkylsulfonylamino, 
(heterocycloloweralkyl)carbonyloxy, aminocarbonyl, loweraklylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, and heteroaralkylaminocarbonyl. 

9. The compound of claim 8, wherein at least one of R x and R 3 is substituted optionally with a substituent 
selected from the group consisting of halogen, nitro, cyano, loweralkyl, halolowerlalkyl, 
loweralkyloxy, halolowerlakyloxy, carboxy, loweralkylthio, aminocarbonyl, and loweralkylsulfinyl. 

10. The compound of claim 1, wherein R 2 is selected from the group consisting of hydrogen, halo, and 
optionally substituted loweralkyl, haloloweralkyl, aryl, aralkyl, heteroaryl, heteroaralkyl, aryloxyalkyl, 
arylthioalkyl, arylcarbonyl, heteroarylcarbonyl, loweralkylcarbonyl, aminocarbonyl, 
arylaminocarbonyl, loweralkylaminocarbonyl, aralkylaminocarbonyl, 

(heterocycloloweralkyl)alkylaminocarbonyl, heteroarylaminocarbonyl, heteroaralkylaminocarbonyl, 
(cycloloweralkyl)aminocarbonyl, formyl, and alkenyl. 

11. The compound of claim 10, wherein R 2 is selected from the group consisting of hydrogen and halo. 

12. The compound of claim 10, wherein R 2 is selected from the group consisting of optionally substituted 
phenyl, phenylloweralkyl, hydroxyphenyl, loweralkyloxyphenyl, 
haloloweralkylsulfonylloweralkyloxyphenyl, diloweralkylaminoloweralkyloxyphenyl, 
(cycloaminoloweralkyl)loweralkyloxyphenyl, and (heterocycloalkyl)loweralkyloxy phenyl. 
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13. The compound of claim 10, wherein R 2 is selected from the group consisting of optionally substituted 
loweralkyl, haloloweralkyl, hydroxyalkyl, phenyloxyloweralkyl, hydroxyphenyloweralkyl, 
haloloweralkylsulfonylloweralkyl, and phenylthioloweralkyl. 

14. The compound of claim 10, wherein R 2 is selected from the group consisting of optionally substituted 
phenylcarbonyl, (heterocycloalkyl)loweralkyloxyphenylcarbonyl } hydroxyphenylcarbonyl, 
halophenylcarbonyl, phenylloweralkylaminocarbonyl, diloweralkylaminocarbonyl, 
phenylloweralkylaminocarbonyl, hydroxyphenyllowerlakylaminocarbonyl, cycloalkylaminocarbonyl, 
loweralkylphenylcarbonyl, haloloweralkylsulfonylloweralkyloxyphenylcarbonyl, and 
nitrophenylcarbonyl. 

15. The compound of claim 14, wherein R x and R 3 are selected independently from the group consisting of 
optionally substituted cycloalkyl, cycloheteroalkyl, (cycloalkyl)alkyl, and (cycloheteroalkyl)alkyl. 

16. The compound of claim 15, wherein R x and R 3 are selected independently from the group consisting of 
optionally substituted aryl, heteroaryl, aralkyl, and heteroaralkyl. 

17. The compound of claim 16, wherein Rj and R 3 are selected independently from the group consisting of 
optionally substituted aryl and aralkyl. 

18. The compound of claim 17, wherein at least one of Ri and R 3 is substituted with at least one hydroxyl 
or thio group. 

19. The compound of claim 18, wherein at least one of R\ and R 3 is selected independently from the group 
consisting of phenyl, phenyloxy loweralkyl, and phenylloweralkyl. 

20. The compound of claim 20, wherein at least one of Rj and R 3 is substituted optionally with a 
substituent selected from the group consisting of halogen, loweralkyl, halolowerlalkyl, loweralkyloxy, 
halolowerlakyloxy, carboxy, loweralkyloxycarbonyl, aryloxycarbonyl, (cycloloweralkyl)oxycarbonyl, 
aralkyloxycarbonyl, heteroaryloxycarbonyl, heteroaralkyloxycarbonyl, 

(heterocycloloweralkyl)oxycarbonyl, loweralkylsulfinyl, loweralkylsulfonyl, loweralkylthio, arylthio, 
loweralkylcarbonyloxy, arylcarbonyloxy, aralkylcarbonyloxy, heteroarylcarbonyloxy, 
heteroaralkylcarbonyloxy, (cycloloweralkyl)carbonyloxy, (heterocycloloweralkyl)carbonyloxy, 
aminocarbonyl, loweraklylaminocarbonyl, arylaminocarbonyl, aralkylaminocarbonyl, 
heteroarylaminocarbonyl, and heteroaralkylaminocarbonyl. 

21. The compound of claim 20, wherein R4 is selected from the group consisting of hydrogen and 
optionally substituted loweralkyl, aryl, aralkyl, heteroaryl, heteroaralkyl, cycloalkyl, cycloheteroalkyl, 
loweralkylcarbonyl, arylcarbonyl, heteroarylcarbonyl, cycloalkylcarbonyl, cycloheteroalkylcarbonyl, 
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aralkycarbonyl, heteroaralkylcarbonyl, (cycloalkyl)alkylcarbonyl, (cycloheteroalkyl)alkylcarbonyl, 
loweralkylaminocarbonyl, arylaminocarbonyl, aralkylaminocarbonyl, heteroarylaminocarbonyl, 
heteroaralkylaminocarbonyl, cycloalkylaminocarbonyl, (cycloalkyl)alkylaminocarbonyl, 
cycloheteroalkylaminocarbonyl, (cycloheteroalkyl)alkylaminocarbonyl, loweralkylsulfonyl, 
arylsulfonyl, heteroarylsulfonyl, cycloalkylsulfonyl, cycloheteroalkylsulfonyl, aralkylsulfonyl, 
heteroaralkylsulfonyl, (cycloalkyl)alkylsulfonyl, and (cycloheteroalkyl)alkylsulfonyl. 

54. A composition for use in treating an estrogen receptor-mediated disorder in a mammal, comprising a 
therapeutically effective amount of a compound of claim 1 in a pharmaceutically effective carrier. 
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WHAT IS CLAIMED: 



1 . A compound having a formula selected from the group consisting of: 



Vv r3 



^2 



R 



R, 



N-N 
\ 

R4 



and 



N-N 



and their pharmaceutical^ acceptable salts, wherein: 

Rj and R 3 are selected independently from the group consisting of optionally substituted 
loweralkyl, aryl, heteroaryl, cycloalkyl, cycloheteroalkyl, aralkyl, heteroaralkyl, (cycloalkyl)alkyl, 
and (cycloheteroalkyl)alkyl; 

R 2 is selected from the group consisting of hydrogen, halo, cyano, nitro, thio, amino, carboxyl, 
formyl, and optionally substituted loweralkyl, loweralkylcarbonyloxy, arylcarbonyloxy, 
heteroarylcarbonyloxy, cycloalkylcarbonyloxy, cycloheteroalkylcarbonyloxy, aralkycarbonyloxy, 
heteroaralkylcarbonyloxy, (cycloalkyl)alkylcarbonyloxy, (cycloheteroalkyl)alkylcarbonyloxy, 
loweralkylcarbonyl, arylcarbonyl, heteroarylcarbonyl, cycloalkylcarbonyl, 
cycloheteroalkylcarbonyl, aralkycarbonyl, heteroaralkylcarbonyl, (cycloalkyl)alkylcarbonyl, 
(cycloheteroalkyl)alkylcarbonyl, loweralkylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, heteroaralkylaminocarbonyl, 
cycloalkylaminocarbonyl, (cycloalkyl)alkylaminocarbonyl, cycloheteroalkylaminocarbonyl, 
(cycloheteroalkyl)alkylaminocarbonyl, loweralkylcarbonylamino, arylcarbonylamino, 
heteroarylcarbonylamino, cycloalkylcarbonylamino, cycloheteroalkylcarbonylamino, 
aralkylcarbonylamino, heteroaralkylcarbonylamino, (cycloalkyl)alkylcarbonylamino, 
(cycloheteroalkyl)alkylcarbonylamino, loweralkylamino, arylamino, aralkylamino, 
heteroarylamino, heteroaralkylamino, loweralkylsulfonyl, arylsulfonyl, heteroarylsulfonyl, 
cycloalkylsulfonyl, cycloheteroalkylsulfonyl, aralkylsulfonyl, heteroaralkylsulfonyl, 
(cycloalkyl)alkylsulfonyl, (cycloheteroalkyl)alkylsulfonyl, loweralkylsulfinyl, arylsulfinyl, 
heteroarylsulfinyl, cycloalkylsulfmyl, cycloheteroalkylsulftnyl, aralkylsulfinyl, 
heteroaralkylsulfinyl, (cycloalkyl)alkylsulfinyl, (cycloheteroalkyl)alkylsulfinyl s loweralkyloxy, 
aryloxy, heteroaryloxy, cycloalkyloxy, cycloheteroalkyloxy, aralkyloxy, heteroaralkyloxy, 
(cycloalkyl)alkyloxy, and (cycloheteroalkyl)alkyloxy, loweralkylthio, arylthio, heteroarylthio, 
cycloalkylthio, cycloheteroalkylthio, aralkylthio, heteroaralkylthio, (cycloalkyl)alkylthio, 
(cycloheteroalkyl)alkylthio, loweralkylthiocarbonyl, arylthiocarbonyl, heteroarylthiocarbonyl, 
cycloalkylthiocarbonyl, cycloheteroalkylthiocarbonyl, aralkythiocarbonyloxythiocarbonyl, 
heteroaralkylthiocarbonyl, (cycloalkyl)alkylthiocarbonyl, (cycloheteroalkyl)alkylthiocarbonyl, 
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loweralkyloxycarbonyl, aryloxycarbonyl, heteroaryloxycarbonyl, cycloalkyloxycarbonyl, 
eye loheteroalky loxycarbony 1, aralky oxy carbony loxloxy carbony 1, he teroaralky loxy carbony 1, 
(cycloalkyl)aikyloxycarbonyl, (cycloheteroalkyl)alkyloxycarbonyl, iminoloweralkyl, 
iminocycloalkyl, iminocycloheteroalkyl, iminoaralkyl, iminoheteroaralkyl, (cycloalkyl)iminoalkyl, 
(cycloheteroalkyl)iminoalkyl, (cycloiminoalkyl)alkyl, (cycloiminoheteroalkyl)alkyl, 
oximinoloweralkyl, oximinocycloalkyl, oximinocycloheteroalkyl, oximinoaralkyl, 
oximinoheteroaralkyl, (cycloaikyl)oximinoalkyl, (cyclooximinoalkyl)alkyl, 
(cyclooximinoheteroalkyl)alkyl, and (cycloheteroalkyl)oximinoalkyl; and 

R4 is selected from the group consisting of hydrogen, carboxyl, formyl, and optionally substituted 
loweralkyl, aryl, aralkyl, heteroaryl, heteroaralkyl, cycloalkyl, cycloheteroalkyl, 
loweralkylcarbonyl, arylcarbonyl, heteroarylcarbonyl, cycloalkylcarbonyl, 
cycloheteroalkylcarbonyl, aralkycarbonyl, heteroaralkylcarbonyl, (cycloalkyl)alkylcarbonyl, 
(cycloheteroalkyl)alkylcarbonyl, loweralkylaminocarbonyl, arylamino'carbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, heteroaralkylaminocarbonyl, 
cycloalkylaminocarbonyl, (cycloalkyl)alkylaminocarbonyl, cycloheteroalkylaminocarbonyl, 
(cycloheteroalkyl)alkylaminocarbonyl, loweralkylsulfonyl, arylsulfonyl, heteroarylsulfonyl, 
cycloalkylsulfonyl, cycloheteroalkylsulfonyl, aralkylsulfonyl, heteroaralkylsulfonyl, 
(cycloalkyl)alkylsulfonyl, (cycloheteroalkyl)alkylsulfonyl, loweralkylsulfinyl, arylsulfinyl, 
heteroarylsulfinyl, cycloalkylsulfinyl, cycloheteroalkylsulfinyl, aralkylsulfinyl, 
heteroaralkylsulfinyl, (cycloalkyl)alkylsulfinyl, (cycloheteroalkyl)alkylsulfinyl, arylthiocarbonyl, 
heteroarylthiocarbonyl, cycloalkylthiocarbonyl, cycloheteroalkylthiocarbonyl, 
aralkythiocarbonyloxythiocarbonyl, heteroaralkyithiocarbonyl, (cycloalkyl)alkylthiocarbonyl, 
(cycloheteroalkyl)alkylthiocarbonyl, loweralkyloxycarbonyl, aryloxycarbonyl, 
heteroaryloxycarbonyl, cycloalkyloxycarbonyl, cycloheteroalkyloxycarbonyl, 
aralkyoxycarbonyloxloxycarbonyl, heteroaralkyloxycarbonyl, (cycloalkyl)alkyloxycarbonyl, 
(cycloheteroalkyl)alkyloxycarbonyl, carboxamidino, loweralkylcarboxamidino, 
arylcarboxamidino, aralkylcarboxamidino, heteroarylcarboxamidino, heteroaralkylcarboxamidino, 
cycloalkylcarboxamidino, cycloheteroalkylcarboxamindino. 

2. The compound of claim 1, wherein Ri and R 3 are selected independently from the group consisting of 
optionally substituted cycloalkyl, cycloheteroalkyl, (cycloalkyl)alkyl, and (cycloheteroalkyl)alkyl. 

3. The compound of claim 1, wherein Ri and R 3 are selected independently from the group consisting of 
optionally substituted aryl, heteroaryl, aralkyl, and heteroaralkyl. 
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4. The compound of claim 3, wherein R ( and R 3 are selected independently from the group consisting of 
optionally substituted heteroaryl and heteroaralkyl. 

5. The compound of claim 3, wherein Rj and R 3 are selected independently from the group consisting of 
optionally substituted aryl and aralkyl. 

6. The compound of claim 5, wherein at least one of Ri and R 3 is substituted with at least one hydroxyl, 
alkyloxy, aryloxy, thio, alkylthio, or arylthio group. 

7. The compound of claim 6, wherein at least one of Ri and R 3 is selected independently from the group 
consisting of phenyl, phenyloxyloweralkyl, and phenylloweralkyl. 

8. The compound of claim 7, wherein at least one of Rj and R 3 is substituted optionally with a substituent 
selected from the group consisting of halogen, nitro, cyano, loweralkyl, halolowerlalkyl, 
loweralkyloxy, haloloweralkyloxy, carboxy, loweralkyloxycarbonyl, aryloxycarbonyl, 
(cycloloweralkyl)oxycarbonyl, aralkyloxycarbonyl, heteroaryloxycarbonyl, heteroaralkyloxycarbonyl, 
(heterocycloloweralkyl)oxycarbonyl, loweralkylsulfinyl, loweralkylsulfonyl, loweralkylthio, arylthio, 
loweralkylcarbonyloxy, arylcarbonyloxy, aralkylcarbonyloxy, heteroarylcarbonyloxy, 
heteroaralkylcarbonyloxy, (cycloloweralkyl)carbonyloxy, alkylsulfonylamino, 
(heterocycloloweralkyl)carbonyloxy, aminocarbonyl, loweraklylaminocarbonyl, arylaminocarbonyl, 
aralkylaminocarbonyl, heteroarylaminocarbonyl, and heteroaralkylaminocarbonyl. 

9. The compound of claim 8, wherein at least one of R\ and R 3 is substituted optionally with a substituent 
selected from the group consisting of halogen, nitro, cyano, loweralkyl, halolowerlalkyl, 
loweralkyloxy, halolowerlakyloxy, carboxy, loweralkylthio, aminocarbonyl, and loweralkylsulfinyl. 

10. The compound of claim 1, wherein R 2 is selected from the group consisting of hydrogen, halo, and 
optionally substituted loweralkyl, haloloweralkyl, aryl, aralkyl, heteroaryl, heteroaralkyl, aryloxyalkyl, 
arylthioalkyl, arylcarbonyl, heteroarylcarbonyl, loweralkylcarbonyl, aminocarbonyl, 
arylaminocarbonyl, loweralkylaminocarbonyl, aralkylaminocarbonyl, 

(heterocycloloweralkyl)alkylaminocarbonyl, heteroarylaminocarbonyl, heteroaralkylaminocarbonyl, 
(cycloloweralkyl)aminocarbonyl, formyl, and alkenyl. 

1 1 . The compound of claim 10, wherein R 2 is selected from the group consisting of hydrogen and halo. 

12. The compound of claim 10, wherein R 2 is selected from the group consisting of optionally substituted 
phenyl, phenylloweralkyl, hydroxyphenyl, loweralkyloxyphenyl, 
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haloloweralkylsulfonylloweralkyloxyphenyl, diloweralkylaminoloweralkyloxyphenyl, 
(cycloaminoloweralkyl)loweralkyloxyphenyl, and (heterocycloalkyl)loweralkyloxyphenyl. 

13. The compound of claim 10, wherein R 2 is selected from the group consisting of optionally substituted 
loweralkyl, haloloweralkyl, hydroxyalkyl, phenyloxyloweralkyl, hydroxyphenyloweralkyl, 
haloloweralkylsulfonylloweralkyl, and phenylthioloweralkyl. 

14. The compound of claim 10, wherein R 2 is selected from the group consisting of optionally substituted 
phenylcarbonyl, (heterocycloalkyl)loweralkyloxyphenylcarbonyl, hydroxyphenylcarbonyl, 
halophenylcarbonyl, phenyl loweralkylaminocarbonyl, diloweralkylaminocarbonyl, 
phenylloweralkylaminocarbonyl, hydroxyphenyllowerlakylaminocarbonyl, cycloalkylaminocarbonyl, 
loweralkylphenylcarbonyl, haloloweralkylsulfonylloweralkyloxyphenylcarbonyl, and 
nitrophenylcarbonyl. 

15. The compound of claim 14, wherein Rt and R 3 are selected independently from the group consisting of 
optionally substituted cycloalkyl, cycloheteroalkyl, (cycloalkyl)alkyl, and (cycloheteroalkyl)alkyl. 

16. The compound of claim 15, wherein R x and R 3 are selected independently from the group consisting of 
optionally substituted aryl, heteroaryl, aralkyl, and heteroaralkyl. 

17. The compound of claim 16, wherein Ri and R 3 are selected independently from the group consisting of 
optionally substituted aryl and aralkyl. 

18. The compound of claim 17, wherein at least one of R } and R 3 is substituted with at least one hydroxyl 
or thio group. 

19. The compound of claim 18, wherein at least one of Rj and R 3 is selected independently from the group 
consisting of phenyl, phenyloxyloweralkyl, and phenyl loweralkyl. 

20. The compound of claim 20, wherein at least one of Ri and R 3 is substituted optionally with a 
substituent selected from the group consisting of halogen, loweralkyl, halolowerlalkyl, loweralkyloxy, 
halolowerlakyloxy, carboxy, loweralkyloxycarbonyl, aryloxycarbonyl, (cycloloweralkyl)oxycarbonyl, 
aralkyloxycarbonyl, heteroaryloxycarbonyl, heteroaralkyloxycarbonyl, 

(heterocycloloweralkyl)oxycarbonyl, loweralkylsulfinyl, loweralkylsulfonyl, loweralkylthio, arylthio, 
loweralkylcarbonyloxy, arylcarbonyloxy, aralkylcarbonyloxy, heteroarylcarbonyloxy, 
heteroaralkylcarbonyloxy, (cycloloweralkyl)carbonyloxy, (heterocycloloweralkyl)carbonyloxy, 
aminocarbonyl, loweraklylaminocarbonyl, arylaminocarbonyl, aralkylaminocarbonyl, 
heteroarylaminocarbonyl, and heteroaralkylaminocarbonyl. 
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21. The compound of claim 20, wherein R4 is selected from the group consisting of hydrogen and 

optionally substituted loweralkyl, aryl, aralkyl, heteroaryl, heteroaralkyl, cycloalkyl, cycloheteroalkyl, 
loweralkylcarbonyl, arylcarbonyl, heteroarylcarbonyl, cycloalkylcarbonyl, cycloheteroalkylcarbonyl, 
aralkycarbonyl, heteroaralkylcarbonyl, (cycloalkyl)alkylcarbonyl, (cycloheteroalkyl)alkylcarbonyl, 
loweralkylaminocarbonyl, arylaminocarbonyl, aralkylaminocarbonyl, heteroarylaminocarbonyl, 
heteroaralkylaminocarbonyl, cycloalkylaminocarbonyl, (cycloalkyl)alkylaminocarbonyl, 
cycloheteroalkylaminocarbonyl, (cycloheteroalkyl)alkylaminocarbonyl, loweralkylsulfonyl, 
arylsulfonyl, heteroarylsulfonyl, cycloalkylsulfonyl, cycloheteroalkylsulfonyl, aralkylsulfonyl, 
heteroaralkylsulfonyl, (cycloalkyl)alkylsulfonyl, and (cycloheteroalkyl)alkylsulfonyl. 

22.A compound having the formula s e l e cted from th e group consisting of: 




and th e ir pharmaceutically acc e ptable salts, wherein: 

X* is (X4 g)„ , wh e r e in n is an int e g e r b e twe e n 1 and 3 and X44, for e ach valu e of », is s e l e ct e d 
ind e p e nd e ntly from th e group consisting of oxyg e n, SO* wh e r e x is and i nt e g e r b e tween 0 and 2, 
nitrogen, nitrog e n substitut e d with optionally substitut e d low e ralkyl, aryl, aralkyl, h e t e roaryl, 
heteroaralkyl, arylcarbonyl, alkylcarbonyL aralkylcarbonyl, heteroarylcarbonyl, 
heteroaralkylcarbonyl, and methylene or methine, each optionally substituted from the group 
consisting of halo, cyano, nitro, thio, amino, carboxyl, formyl, and optionally substituted 
low e ralkyl, low^eralkylcarbonyloxy, arylcarbonyloxy. het e roarylcarbonyloxy, 
cycloalkylcarbonyloxy, cycloh e t e roalkylcarbonyloxy, aralkycarbonyloxy, 
h e t e roaralkyl carbonyloxy, (eye lo alky l)a Iky icarbonyloxy, (eye loheteroa Iky l)a Iky Icarbonyloxy, 
low e ralkylcarbonyl, arylcarbonyl. het e roarylcarbonyl, cycloalkylcarbonyl, 
cyclohet e roalkylcarbonyl. aralkycarbonyl, h e teroaralkylcarbonyl, (cycloalkyl)alkylcarbonyl, 
(cycloheteroalkyl)alkylcarbonyK low r e ralkylaminocarbonyl. arylaminocarbonyl, 
aralkylaminocarbonyl, h e t e roarylaminocarbonyl, h e t e roaralkylaminocarbonyl, 
low e ralkylcarbonylamino, aiylcarbonylami.no, heteroarylcarbonylammo, 
cycloalkylcarbonylamjno, cyclohet e roalkyJcarbonylamino, aralkylcarbonylamino, 
heteroaralkylcarbonylamino, (cycloalkyl)alkylcarbonylamino. 
(cycloheteroaikyl)alkylcarbonylamino, low e ralkylamino, arylamino, aralkylamino, 
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h e t e roarylamino, h e t e roaralkylamino, low e ralkylsulfonyl, arylsulfonyl, h e t e roarylsulfonyl, 
cycloalkylsulfony l , cyclohetoroalkylsulfony], arallcy l sulfonyL het e roaralkylsulfonyL 
(cycloalkyl)alkylsulfonyl, (cycloheteroalkyl)alkylsulfonyh lovveralkylsulfinyl, arylsulfinyl, 
heteroarylsulfinyl, cyc l oalky l sulfinyl, cycloheteroalkylsulfinyl aralkyisulfinyk 
h e teroaralkylsulfinyl, (cycioalkyl)alkylsulfinyl, (cycloheteroalkyl)alkylsulfinyl, loweralkyloxy, 
aryloxy, h e t e roaryloxy, cycloalkyloxy, cycloheteroalkyloxy, aralkyloxy, het e roara l kyloxy, 
(cycloalkyl)alkyloxy, and (cycloh e teroalkyl)alkyloxy. loweralkylthio, arylthio. h e t e roarylthio, 
cycloalkylthio, cycloheteroalky l thio. aralkylthio, h e teroarallcylthio, (cycloalkyi)alkylthio, 
(cycloheteroalkyl)a[kylthio. loweralkylthiocarbonyl, arylthiocarbonyl, h e t e roarylthiocarbonyl, 
cycloalkylthiocarbonyl, cycloheteroalkylthiocarbonyl. aralkythiocarbonyloxlthiocarbonyL 
hot o roaralkylthiocarbonyl, (cycioalkyOalkylthiocarbonyl, (cycioheteroalkyl)alkylthiocait > onyl, 
low e ralkyloxycarbonyi, aryloxycarbonyk h e t e roaryloxycarbonyl, cycloalkyloxycarbonyh 
cycloh e t e roalkyloxycarbonyl. aralkyoxycarbonyloxioxycarbonyl, hoteroaralkyloxycarbonyl. 
(cycloalkyl)alkyloxycarbonyl, (cycloheteroalkyl)alkyloxycarbonyl, iminoloweralkyl, 
iminocycloalkyl, iniinocycloheteroalkyl, iminoaralkyl, iminoheteroaralkyl, (cyc l oalkyl)iminoalkyl, 
and (cyc l oheteroalkyl)iniinoalkyt; 

ar e s e l e ct e d ind e p e nd e ntly from th e group consisting of oxygen, sulfur, sulfinyl, nitrog e n, 
and optionally s ubstituted m e thine; 

R$ is s e l e ct e d from th e group consisting of hydrogen, carboxyl, fonnyl, and optionally substitut e d 
low e ralkyl, aryl, aralkyl, h e t e roaryl, h e teroaralkyl, cycloalkyL eyclohet e roalkyl, 
low e ralkylcarbonyl, arylcarbonyl. heteroarylcarbonyl, cycloalkylcarbonyl, 
cycloheteroalkylcarbonyl, aralkycarbonyl, het e roaralkylcarbonyl, (cycloa]kyl)alkylcarbonyl, 
(cyclohot o roalkyOalkylcarbonyi. loweralkylaminocarbonyl. arytaminocarbonyl, 
aralkylaminocarbonyK h e t e roarylaminocarbonyL heteroaralkylaminocarbonyf, 
cycloalkylaminocarbonyl, (cycloalkyl)alkylaminocarbonyl, cycloh e teroalkylaminocarbonyl, 
(cyclohet e roalkyl)alkylaminocarbonyi. low e ralkylsulfony l , arylsulfonyl, h e t e roarylsulfonyl, 
cycloalkylsulfonyk cycloh e t e roalkylsutfonyl, aralkylsulfonyl, h e t e roaralkylsulfonyl, 
(cycloaikyl)alkylsulfonyl, (cycloh e t e roalkyl)alkylsulfonyl, loweralkyl s ulfinyl, arylsulfmyk 
h e t e roarylsulfinyl, cycloalkylsulfinyh cycloh e t e roalkylsulfinyl, aralkylsulfinyl, 
b e t e roaralkylsulfinyl, (cycloalkyl)alkylsulfinyl, (cycloh e t e roalkyl)alkylsulfinyl, arylthiocarbonyl, 
h e t e roarylthiocarbonyl, cycloalkylthiocarbonyl, cycloh e t e roalkylthiocarbonyl, 
aralkythiocarbonyloxythiocarbonyk h e t e roaralkylthiocarbonyl, (cycloalkyl)alkylthiocarbonyl, 
(cyclohoteroalkyl)alkylthiocarbonyl, loweralkyloxycarbony i , aryloxycarbonyl. 
heteroaryloxycarbonyl, cycloalkyloxycarbonyl, cycloh e t e roalkyloxycarbony l , 
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aralkyoxycarbonyloxloxycarbonyl, hetoroaralkyloxycarbonyl, (cycloalkyl)alkyloxycarbonyl, 
(cycloheteroa l kyl)alkyloxycarbonyl, carboxamidino, loweralkylcarboxamidino, 
arylcarboxamidino, ara l kylcarboxamidino, het e roarylcarboxam i dino, heteroaralkylcarboxamidino, 
oycloa l kylcarboxamidino, cycloheteroalkylcarboxamindino and 

is s e lect e d from tho group consisting of optionally substituted low e ralkyl, aryl, h e t e roaryl, 
cycloalkyl, cyclohet e roalkyl, aralkyl, heteroaralkyL (cycloalkyl)alkyl, and (cycloheteroalkyl)alkyl. 

33. Th e compound of claim 22, wh e r e in n is 1 and X^ > is selected from th e group consisting of nitrog e n, 
optionally substitut e d nitrogen, and optionally substituted methyl e n e or m e thin e . 

21. Th e compound of claim 23, wh e r e in R$ is s e l e ct e d from the group consisting of optionally substituted 
aryl. h e teroaryl, aralkyl, and het e roaralkyL 

25. Th e compound of claim 21, wh e r e in R^ is optionally substitut e d aryl or ara l kyl. 

26. The compound of claim 25, wherein R^ includes at least one hydroxy 1, thio, or optionally substituted 

loweralkyloxy. aryloxy, heteroaryloxy, loweralkylthio, arylthio, h e teroarylthio, loweralkylcarbonyL 
arylcarbonyl, or heteroarylcarbonyl moi e ty. 

27. The compound of claim 26, wherein R4 is select e d from the group consisting of phenyl. 

phenyloxyloweralkyl, and phenylloweraikyl. 

28. The compound of claim 27, wh e r e in is further substituted optionally with a moi e ty s e l e ct e d from th e 

group consisting of halog e n, loweralkyl. halolowerlalkyl, loweralkyloxy, halolowerlakyloxy, carboxy, 
ioweralkyloxycarbonyl, aryloxycarbonyl, (cycloloweralkyl)oxycarbony l , aralkyloxycarbonyl, 
h e teroaryloxycarbonyl, heteroaralkyloxycarbonyl, (heterocyoloioweralkyl)oxycarbonyL 
low e ralkylsulfinyl, low e ralkylsulfonyl, loweraikylthio, arylthio, loweralkylcarbonyloxy, 
arylcarbonyloxy, aralkylcarbonyloxy, h e t e roarylcarbonyloxy, h e teroaralkylcarbonyloxy, 
(cyclolow e ralkyl)carbonyloxy, (heterocyclolow e ralkyl)carbonyloxy, aminocarbonyl, 
loweraklylaminocarbonyl, arylaminocarbonyl, aralkylaminocarbonyl, h e t e roarylaminocarbonyl, and 
h e t e roaralkylaminocarbonyl. 

29. Th e compound of claim 28, wh e rein R^ is s e l e ct e d from th e group consisting of hydrogen and optionally 

substitut e d low e ralky l , aryl, aralkyl, h o t e roaryl, h e teroaralkyL cycloalkyl, cycloh e t e roalkyl, 
low e ralkylcarbonyl, arylcarbonyl, heteroarylcarbonyl, cycloalkylcarbonyl, cyclohet e roalkylcarbonyl, 
aralkycarbonyl, h e teroaralkylcarbonyl, (cycloalkyl)alkylcarbonyl, (cycloh e t e roalkyl)alkylcarbonyl, 
low e ralkylaminocarbonyl, arylaminocarbonyl, aralkylaminocarbonyl. h e t e roarylaminocarbonyl. 
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heteroaralkylaminocarbonyl. oycloalkylaminocarbonyl, (cycloalkyl)alkylaminocarbonyl, 
cyclohotoroalkylaminocarbonyk (cyclohet e roalkyl)alkylaminocarbonyl, loworalkylsulfonyl, 
arylsulfonyl, het e roaryl s ulfonyl, cycloalkylsulfonyk cyclohet e roalkylsulfonyl, aratkylsulfonyl, 
heteroaralkylsulfonyk (cycloalky])alkylsulfonyL and (cycloheteroalkyOalkylsulfony l . 

30.The compound of claim 22, whoroin n is 2 and e ach is s e l e cted ind e p e ndently from th e group 

consisting of nitrogen, optionally substituted nitrogen, optiona l ly substituted methylene, and optionally 
substituted methine. 

3 1 .Th e compound of claim 30, wherein is s e l e cted from th e group consisting of optionally substituted 
aryl, het e roaryl, aralkyl. and h e t e roaralkyl. 

32.The compound of claim 31, wh e r e in R 6 is optionally substitut e d aryl or aralkyl. 

33 .Th e compound of claim 32, wh e r e in R4 includ e s at least on e hydroxy], thio, or optionally substitut e d 
low e ralkyloxy, aryloxy, h o t e roaryioxy, loweralkylthio, arylthio, h e t e roarylthio, loweralkylcarbonyl. 
arylcarbonyl. or h e t e roarylcarbonyl moi e ty. 

3 4. Th e compound of claim 33, wh e r e in R$ is s e l e cted from th e group consisting of ph e nyl, 
phenyloxyloweralkyl, and phenylfow e ralkyl. 

35. The compound of claim 31 wherein R 6 is further substituted optionally with a moiety selected from the 

group con s isting of halogen, loweralkyl, ha l o l owerlalkyl, loweralkyloxy, halolowerlakyloxy, carboxy, 
low e ralkyloxycarbonyl. aryloxycnrbonyl, (cycloloweralkyljoxycarbonyl. aralkyloxycarbonyl, 
h e t e roaryloxycarbonyl, h e t e roaralkyloxycarbonyl, (h e terocyclolow e ralkyl)oxycarbonyl, 
low e ra l kylsulfinyl. loweralkylsulfonyl, low e ralkylthio, arylthio, low e ralkylcarbonyloxy. 
arylcarbonyloxy, aralkylcarbonyloxy, h e t e roarylcarbonyloxy, heteroaralkylcarbonyloxy, 
(cycloloweralkyl)carbonyloxy, (h e t e rocyclolow e ralkyljcarbonyloxy, aminocarbonyl, 
low e raklylaminocarbony], arylaminocarbonyl, aralkylaminocarbonyl, b e teroarylaminocarbonyl, and 
h e t e roaralkylaminocarbonyl. 

36. Th e compound of claim 35. wh e rein Rs is s e l e ct e d from the group consisting of hydrog e n and optionally 

substituted loweralkyl, aryl, aralkyl, h e t e roaryl. h e t e roaralkyl, cycloalkyl, cycloh e t e roalkyl, 
low e ralkylcarbonyl, arylcarbonyL h e t e roarylcarbonyl, cycloalkylcarbonyl, cycloh e t e roalkylcarbonyl, 
aralkycarbonyl, het e roaralkylcarbonyL (cycloalkyl)alkylcarbonyk (cycloh e teroalkyl)alkylcarbonyl, 
low e ralkylaminocarbonyl, arylaminocarbony l , aralkylaminocarbonyl, hetcroarylaminocarbonyl, 
h e t e roaralkylaminocarbonyl, cycloalkylaminocarbouyl, (cycloalkyl)alkylaminocarbonyl, 
cyclohoteroalkyiaminocarbonyl, (cycloheieroa l kyl)alkylaminocarbonyl, low e ralkylsulfonyk 
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arylsulfonyl. h e teroarylsulfonyl, cycloalkylsulfonyl, cycloh e t e roalkylsulfonyl. aralkylsulfonyl, 
heteroaralkylsulfonyl, (cycloalkyl)alkylsulfonyl, and (cyc l oh e teroalkyOalkylsulfonyl. 

37. Th e compound of claim 22. wh o r o in X 4 X v aro s e lected ind e p e nd e ntly from th e group consisting of 

nitrogen and optionally substituted methin e . 

38. Th e compound of claim 37. wherein at l e ast on e of X4 Xo i s m e thine substituted with a moiety selected 

from the group consisting of lowcralkyloxy, aryloxy, h e t e roaryloxy, loworalkylthio, arylthio, 
h e t e roarylthio, low e ralkylcarbonyl, arylcarbonyl, and h e t e roarylcarbonyl. 

39. Th e compound of claim 38, wh e re i n X 4 is m e thine substitut e d w i th hydroxy or low e ralkyloxy. 

lO.The compound of claim 38. whoroin n is 1 and is select e d from the group con s isting of nitrogen, 
optionally substitut e d nitrog e n, and optionally substitut e d m e thyl e n e or methin e . 

41. The compound of claim 10, whoroin R$ is selected from the group consisting of optionally substituted 

aryl, hetcronryl, aralkyl, and heteroara l kyl. 

42. Th e compound of claim 41, wherein R 6 is optionally substituted aryl or aralkyl. 

13. Th e compound of claim 42, wher e in includ e s at least on e hydroxyk tbio, or optionally substituted 
low e ralkyloxy, aryloxy, h e t e roaryloxy, toweralkylthio, arylthio, h e t e roarylthio, low e ralkylcarbonyl, 
aiylcarbonyl, or h e teroarylcarbonyl moi e ty, 

41. Th e compound of claim 43, wh e r e in R$ is s e lect e d from the group consisting of ph e nyl, 
phenyloxylow e ralkyl, and ph e nyllow e ralkyl. 

45. Th e compound of claim 44, wh e r e in R^ is furth e r substituted optionally with a moiety s e l e ct e d from th e 

group consisting of halogen, loweralkyl. halolow e rlalkyl. loweralkyloxy, halolow e rlakyloxy, carboxy. 
loweralkyloxycarbonyi, aryloxycarbonyl, (cyololow e ralkyl)oxycarbonyl. aralkytoxycarbonyl. 
h e t e roaryloxycarbonyl, h e t e roaralkyloxycarbonyl. (h e t e rocycloloweralkyl)oxycarbonyl, 
loweralkylsulfinyl, loweralkylsulfonyl, low e ralkylthio, arylthio, low e ra l kylcarbonyloxy, 
arylcarbonyloxy, aralkylcarbonyloxy, h e teroarylcarbonyloxy, h e t e roaralkylcarbonyloxy, 
(cyclolowerallcyl)carbonyloxy. (h e terocyclolow e ralkyl)carbonyloxy, aminocarbonyl, 
loweraklylaminocarbonyl, arylaminocarbonyl. aralkylaminocarbonyl, hetoroaryiaminocarbonyK and 
heteroaralkylaminocarbonyL 

46. The compound of claim 45, wher e in Rs is selected from th e group consisting of hydrogen and optionally 

substituted loweralkyl, aryl, aralkyl, h e teroary l , h e t e roaralkyl. cycloalkyl, cyclohotcroalkyl, 
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loweralkylcarbonyl, arylcarbonyl, h e teroary l carbonyl, cycloalkylcarbonyl, cyc l oh e teroalkylcarbonyl, 
aralkycarbonyl, hoteroara l kylcarbonyl. (cycloalkyl)alkylcarbonyl, (cycloheteroalkyljalky l carbonyl, 
loweralkylaminocarbonyl, arylaminocarbonyl, aralkylaminocarbonyl, h e teroarylaminocarbonyl, 
heteroaralkyiaminocarbonyl, cycloa l kylaminocarbonyl, (cycloalkyl)alkylaminocarbonyl, 
cycloheteroalkylaminocarbonyl. (cyc l oh e t e roalkyl)alkylaminocarbonyl, loweralkyfsulfonyL 
arylsulfonyl, het e roary l sulfonyl. cyclonlkylsulfonyl, cyclohotoroalkylsulfonyl, aralkylsu l fonyl, 
heteroaralkylsulfonyl, (cycloa l kyl)alkylsulfonyl, and (cycloheteroalkyl)alkylsu l fonyl. 

17.The compound of claim 37, wherein n is 2 and each is selected independently from the group 

consisting of nitrogen, optionally substituted nitrogen, optionally substituted methylene, and optionally 
substitut e d m e thin e . 

18The compound of claim 17, wherein is selected from the group con s i s ting of optionally substituted 
aryl, heteroaryL aratkyl, and heteroaralky l . 

19.The compound of claim 18. wh e r e in R 6 is optionally substituted aryl or aralkyl. 

50.The compound of claim 19, wh e r e in includ e s at least one hydroxy I, thio, or optionally substitut e d 
low e ralkyloxy, aryloxy, heteroaryloxy, low e ralkylthio, arylthio, het e roarylthio. low e ralkylcarbonyl. 
arylcarbonyl, or heteroarylcarbonyl moi e ty. 

5 1 .Th e compound of claim 50, wherein is s e l e ct e d from th e group consisting of ph e nyl, 
ph e nyloxylow e ralkyl, and phenyllow e ralkyl. 

52, Th e compound of claim 51, wh e r e in R$ is further substitut e d optionally with a moiety s e lected from th e 

group consisting of halog e n, loweralkyl, halolow e rlalky l , low e ralkyloxy, halolow e rlakyloxy, carboxy, 
low e ralkyloxycarbonyl, aryloxycarbonyl, (cyololoweralkyl)oxycarbonyl, aralkyloxycarbonyl. 
h e t e roaryloxycarbonyl, het e roaralkyloxycarbonyl, (h e t e rocyclolow f e ralkyl)oxycarbonyl, 
low e ralkylsulfinyl, loweralkylsiilfonyK loweralkylthio, arylthio, loweralkylcarbonyloxy, 
arylcarbonyloxy, aralkylcarbonyloxy, h e t e roarylcarbonytoxy, h e t e roaralkylcarbonyloxy, 
(cycloloweralkyl)carbonyloxy. (heterocycloloweralkyl)carbonyloxy, aminocarbonyl. 
loweraklylaminocarbonyl, arylaminocarbonyl, aralkylaminocarbonyl, h e teroarylaminocarbonyl, and 
heteroaralkyiaminocarbonyl. 

53, The compound of claim 5.1, wh e rein Rs is s e lected from the group consisting of hydrog e n and optionally 

substituted loweralky l , aryl, aralkyl, heteroaryl, h e teroaralkyl. cycjoalkyl, cycloheteroalkyl, 
loweralkylcarbonyl, arylcarbony l , heteroary l carbonyl, cycloalkylcarbonyl, cycloh e teroa l ky l carbonyl, 
aralkycarbonyl, heteroaralkylcarbonyK (cycloalkyl)alkylcarbonyl, (cycloheteroalkyl)alkylcarbonyl, 
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low e ralkylaminocarbonyl, arylaminocarbonyl, aralkyiaminocarbonyl, h e t e roarylaminocarbonyl, 
heteroaralkylaminocarbony l , cycloalkylaminocarbonyl, (cycloalkyl)alkylaminocarbonyl, 
cycloh o teroalkylaminocarbonyl, (cycloheteroalkyl)aiky l aminocarbonyl, loworalkylsulfonyl, 
arylsulfonyl, heteroarylsulfonyl, cyoloalkylsulfonyl, cycloheteroalkylsulfonyl, aralkylsulfonyl, 
hetoroaralkylsulfonyl. (cycloalkyl)alkylsulfonyh and (cyclohoteroalkyOalkylsulfonyl. 

54 A composition for use in treating an estrogen receptor-mediated disorder in a mammal, comprising 
a therapeutically effective amount of a compound of claim 1 in a pharmaceutical^ effective 
carrier. 

55.A composition for use in tr e ating an e strog e n r e c e ptor m e diat e d disord e r in a mammal, comprising a 
therapeutically eff e ctive amount of a compound of claim 22 in a pharmaceutical^ effective carrier. 

36. A method for tr e ating an estrog e n r e c e ptor m e diat e d disorder in a mammal, comprising administ e ring to 
such mammal a th e rap e utically e ffective amount of a compound of claim 1 in a pharmaceutically 
effective carrier. 

57. Th e m e thod of claim 56, wh e r e in said dis e as e is chos e n from th e group consisting of: ost e oporosis, 

estrogen depend e nt canc e r, Alzh e im e r's dis e as e , and estrog e n d e pend e nt illn e ss. 

5 8. A method for tr e ating an e strog e n r e c e ptor mediat e d di s order in a mammal, comprising admin i st e ring to 

such mammal a th e rap e utically e ff e ctiv e amount of a compound of cla i m 22 in a pharmac e ut i cally 
e ff e ctiv e earn e r. 

5 9. Th e method of claim 58, wherein said disea se i s chos e n from th e group consi s ting of: o s t e oporosis, 

e strog e n d e p e ndent canc e r, and e strog e n depend e nt illn e ss. 

60. A m e thod for pr e v e nting an e strog e n r e c e ptor m e diated disord e r in a mammal, comprising 

admini s t e ring to s uch mammal a prophylactically e ff e ctiv e amount of a compound of claim 1 in a 
pharmac e utically eff e ctiv e carrier. 

6 1 .The method of claim 60, wher e in s aid dis e as e i s chosen from the group consisting of: osteoporosis, 
e strog e n d e pend e nt canc e r, Alzh e imer's dis e as e and estrogen d e pend e nt illness. 

62.A method for pr e venting an estrogen receptor mediated disord e r in a mammal, compri s ing 

administering to such mammal a prophylactically effectiv e amount of a compound of claim 22 in a 
pharmaceutically effective carrier. 
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63 Th e method of claim 62, wh e rein said diseas e is chos e n from th e group consisting of: osteoporosis, 
ostrogon dependent cancer, and estrogen dependent illness. 

6i.A method for modulating th e biological activ i ty of an estrogen receptor, comprising exposing said 
estrogen rec e ptor to a compound of claim 1 to modulate ther e by the binding of said estrogen receptor 
to an associat e d e strogen receptor el e m e nt. 

65. The method of claim 61, wherein said estrogen rec e ptor is the a isoform. 

66. Th e method of claim 61, wh e r e in said e strogen r e c e ptor is th e ft isoform. 

67. A method for modulating the biological activity of an estrog e n r e c e ptor, comprising exposing said 

estrogen receptor to a compound of claim 22 to modulate thereby the binding of said e strog e n receptor 
to an a s sociated estrogen receptor element. 

6 8 . The m e thod of claim. 67, wh e r e in said e strog e n r e c e ptor is th e a isoform. 

69. The method of claim 67, wherein said estrogen receptor is the ft isoform. 



Chiron Docket No.: 1534.004 
Serial No.: 09/369,747 
Page 20 of 21 



